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AB A series of 5- ( 1-piperazinyl ) -1H-1 , 2 , 4-triazol-3-amines was synthesized and 
screened for antihypertensive and diuretic activity in spontaneously 
hypertensive rats (SHR) . One compound, 5- [ 4- [ (3-chlorophenyl ) methyl] -1- 
piperazinyl] -1H-1, 2, 4-triazol-3-amine (I), was selected to define the 
mechanism of its antihypertensive activity. Studies in spontaneously 
hypertensive rats suggest ganglionic blocking activity. Short-lived 
antihypertensive activity was observed in conscious renal hypertensive dogs. 
Structure-activity relationships are discussed. None of the prepared and 
tested compds. had diuretic activity. 
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AB The title compds . [I; A = NR4 , O, S; Rl = halo, Me, N02, CN, etc.; R2 = halo, 
CN, alkyl, aryl, etc.; R3 is not defined; R4 = alkyl, alkoxy; R6 = Ph, 
naphthyl, cycloalkyl, etc.; n = 0-3; m = 0-2], useful for treating or 
preventing pain, urinary incontinence, ulcer, inflammatory bowel disease, 



IT 



RN 
CN 



irritable bowel syndrome, addictive disorder, Parkinson's disease, 
parkinsonism, anxiety, epilepsy, stroke, seizure, a pruritic condition, 
psychosis, cognitive disorder, memory deficit, restricted brain function, 
Huntington's chorea, amyotrophic lateral sclerosis, dementia, retinopathy, 
muscle spasm, migraine, vomiting, dyskinesia or depression in an animal, were 
prepared Thus, reacting 2- ( 1-cyclohexenyl ) ethylamine with 

diphenylcyanocarbodimidate in 2-methoxyethyl ether followed by addition of 
(R) -1- (3-chloropyridin-2-yl) -3-methylpiperazine afforded II which showed IC50 
of 59.4113.1 nM in capsaicin-based VR1 assay. Ths compds . I were tested for 
binding to mGluRS, mGluRl, and to VR1 . The pharmaceutical composition 
comprising the compound I is claimed. 
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CN 1-Piperazinecarboximidamide, 4- ( 3-chloro-2-pyridinyl ) -N-cyano-N ' - [4 
(trif luoromethoxy) phenyl] - (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboximidamide, 4- ( 3-chloro-2-pyridinyl ) -N-cyano-N 1 - [ 4 
(trif luoromethyl) phenyl]- (9CI) (CA INDEX NAME) 
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CN 1-Piperazinecarboximidamide, 4- ( 3-chloro-2-pyridinyl) -N-cyano-N' - [2- (1 
cyclohexen-l-yl) ethyl] -2-methyl-, (2R)- (9CI) (CA INDEX NAME) 
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